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Abstract: 

JP 9095482 A 

Heterocyclic compounds of formula (I) and their salts are new, in which: W = optionally substituted 
heterocycle; Rl = halogen, OH, alkoxy, alkylthio, alkylsulphinyl, alkylsulphonyl, optionally substituted 
amino or CN; Z = O or S; Y = OH, alkoxy, alkylthio or optionally substituted amino; M = bond, O, 
S(0)i, NR2, N=N, CR3=N-0 or CR3=N; i = 0-2; R2 = H, alkyl or acyl; R3 = H or alkyl; Q = optionally 
substituted aryl, optionally substituted heterocycle, monosubstituted- or disubstituted methyleneamino, 
optionally substituted alkyl, optionally substituted alkenyl, optionally substituted alkynyl, substituted 
carbonyl or substituted sulphonyl; and n = 0-2. 

USE - (I) are useful as fungicides and insecticides and (II) are useful as intermediates for (I). 

ADVANTAGE - (I) show excellent fungicidal activity and low toxicity. 
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[€91 



(CH^n - M - Q 
(3) 



OCI 

(CH2>i - M - Q 



(4) 



(CH 2 )n-M-Q 
(5) 



OH 

/^Y^ C0NHR4 



/ 



(CH2)n-M-Q 
(1-1) 



/^ipcONHR 4 



-Q 



(1-2) 



OR 6 
/^V^CONHR* 
V-^-<CH2)n - M - O 

(1-3) 



(1-4) 



x\i. miRttsxvRSTKZti&T^jvgt ixm 

[0042] [-fk-^J ( 3 ) «t ( 4 ) 

{t-^m ( 4 ) li-rb^ ( 3 ) ^imt^ii3Si^« 

ttBOfc LTte. Subtly. EM: 

wmmm- b V7*->u*x7 < >%mmj 

t>tl. ZtlbZit&to (3) (CJtLTl-5Sl:. #S 
L<Jil~2 3ftfflu&. SUfcl/Ctt. b^xy. * 



TOjIS&iagL L<{i2 0*C~8 0X:. OTSS 
fcL 0. 5 B$IS~4 8B$0. #&L<\iO. 5~12 

■wrcjb*. <4 ) li. ^e^ffis^ 

mmrm5{ztm<nimitnw>i^x^^h 
ztwx-zz. 

[0043] [ft^ft(4) J:0 < 5 ) <&R«:Hfcd« 
( 5 ) i4. fl:^! (4) J: 0^^5-33 1 124<50 

(4) C7HMVyT-t« (R*NC) , »*L< 
Vi/T-b^m&ZlttioAittM-t&Zblzi 
*)it&8n ( 5 ) iWBtt h Z t tfX'Z h . 



[0044] ( 5 ) i Oflid* < 1 - 1 > *>R 

&] *mufc&b < i - 1 ) fct -fti^tj ( 5 ) *m%% 

7*5*- Ml* (09. *SMfcy?">A7rt'$-'>A$r 
(5)fc»UT0. 2 5-3 3JL *F4L<ttl. 0~ 

ft. dfi^,*-Jl7cSiJwtt«tl5fC*3!h-C*fc«±c:iXii» 
£S£ LTteffl* S d f: h . - 2 0 

5 0°C. RJ&eFiaii. 0. 5 B$ia~24B#ia. U&L 
<«0. 5— 2«BTT*6. »fe*ifeWWHft-6« (1 

-1 ) «. &»<9#g (09. m^?^^ 

[0045] [tea* ( 1 - 1 ) J: 9<flA» ( 1 - 2 ) 
<9RJ£] *%BHte^ ( 1 -2 ) tirfteft (1-1)2: 

y. SSfty V, 0HI«S- h 'J7i-WX7 -r y 
fcifjfiWWf *tit>*it£m ( 1 - 1 ) CSfLT 1 
~5SS, #4U<J±l~2Sfifflv^. RJC^SJSEt 
LX N , N - f- ; Wyl/ A r 5 H Sr^Mfflv *T & J: 

ox-Tvi/Ste****^**?**. rasastfox; 

8 0*C. KlOMIii. 0. 5 B#ia~4 8B$|g. ff*L 

< <* o . 5~i2 Hffr&t . n^tttz^-wm^ 

(1-2)14. &»Wf»(flL ?D7!>/77^-. 

man,* z > * o Mm*-*-* £ 1 •& . 

[0046] ( 1 - 2 ) i Oflte* ( 1 - 3 ) 

»aB]*W"Bft**(l-3)l4fl:a*(l-2) £ 

( N a O R 6 ) (05. ■J-MJflrA.Xh^F. -thUflr 

(09. **7-rt^ x^y-;^f) fc&flS&s (09. 
h y »7A. *nHb* y h y ^ a. 

fcfc^ft (1-2) ff*L<*i 
l~3^SfflV^. KJ&ggtfc LTtt. *9J-)V. X 



) #^¥9-95482 



^y-;^fc'<or;i'3-/^a; h/wxy. ^v-pyfti:* 

coyNpyy-fkHc-fbrKSS ; x— f /K f-h^t Fn75 
y£fc'<Z)x— f;HS; N. N-^f-;u*/PAT5 H ; 
S» ^ h' ft ifaWW 6*u «i £#3*4 

^JiM-^LTffiffl-rS £ i: ifiX% h . RJJSSJggii- 2 0 

8 Or. RWfS«. 0. 5 

<ao. 5^i2m%X'bz.n^titz*mi{k&to 

( 1-3) Ji. 'Jmn^-fk (0!l. ^0-7h^77-f-. 

w&%&z ) c± o^-at^is-r £ t #x-% s . 

[0047] Ut&® ( 1 - 1 ) i. <Ofcii® ( 1 - 3 ) 
OKIE] #f&9Hfc#l5j ( 1 -3 ) iite^tU ( 1 - 1 ) 

T/^/P (^. ^-ftx^. ate^f-/!^. H«7te^^ 

S-flSX-?-;P. m^xfvK a^-fcx^. l-3<7 

Krn^y. 2-3>7Krn^\°y. l-a^HT^y. 
?oom; 7/^n^^y. l. 2-> ? 7'o ; ex^y. 
?on^fx- r/W=6:if) . ^NnyyteT^^— ;U 

{f<oix.5.. i^^^Nnyy-fbT^/l^lt^JiloSil^T 

( 1 - 1 ) £*t LT 1~5 S». %■£ 
t<«il~2S*fflV>S,, Jg*t LTti. 

^•j'7At-7'h^v'H. try^'y. byx^rsy 

ftt') . srnsma (09. *ma-vw^ *Kfl^y 
»7A. ^-ib^hy^A. **-fk*y>7A. mtrvv 

«>A. ^K*y>7Aft!:) ftif^f^l,. KfG^K 

x/i^a;T-khy. 2-y^yyftt'^byS; 
xy. ^i^pyfti;'co^#^'fb*^i : JSte^^u 
^oo*;^ftif«o^oyy-(hK^bkS!li; N. N 

miagjfc-ctf^ss&iag. «F£L<Jio~5ox;. r 

JS^HJi. 0. 5 ^4 8^53. #4L<(40. 5 

-l Q«mx-*>h. nhixfz^mwL-g® ( 1 - 3 ) 

if ) £i 0 ^HillHRf 5 £ t tfX'Z h . 
[0048] [-flS-S* ( 1-3) ( 1-4) 

COSJE] ^B^t^, ( i _ 4 ) (Jx ( 1 -3 ) 

s^fc^-c^s. «[-fkJrah ltj4. EKteyy?>s^{4 

o-yy^^f^n. -5-it^$rfli-&ft ( 1-3) t 



(9) 



¥9-95482 



im$Lm.±x'<7)mmi8j£. m i< 148 on- 1 5 

O'C. KJ&SIStes O. 5 lBfl§|~4 #tL< 
/^>pcooR 7 

(CHa) n - M - Q (CH^ 



" coor7 



140. 5-1 2«fST'ft5. #^>n^*^ft^* ( 1 
-4) fct &*n<0#& <HL ^n7h/77^-, 
JKrif ) t <k 94HtfMH-« £ i: #T'£ & . 

[0049] KgsK2 

[£10 3 

OR 8 

*" COOR7 



7JU#JHfc 



<6) 



(1-5) 



NHR*R* 



OR 9 



(CH^-M-Q 

(i-a) 

[s^K R 6 fcJ:T/R 7 {4T/l/*;l*£7nU 

[00 503 [<fc£!fia ( 6 ) J: Dft4ft ( 1 - 5 ) ct)R 
JE] *IWHfc£ft ( ! _ 5 ) {is ( 6 ) j. jg^ 

WtUmi. ±i£fc£tt ( 5 ) J: Oft-S* (1-1)2: 

( 6 ) li. ^fensspBoxg ( a ) tfzwMemtm 
4<^x@ ( a ) - ( c ) tsEiio^fc mm^irnxm 

[005 13 [it&fa (1-5) i. ( 1 - 6 ) 

WRIE] XfflWfc&fa ( 1 - 6 ) <4. ( 1 - 5 ) 

WX*h. m&itii. ( 1 - 1 ) X *){££® 

d-2) zmwitmmizft%?zttfX'Z&. % 

^tli-z^myfc&fy) ( 1 - 6 ) J4. &fcl<9*& (M. 9 
bifiX'Zh. 

[00 523 [ft#fo(l-6) J: O-fk-^l ( 1 - 7 ) 
WRJS] ( 1 - 7 ) {i-ffc^-^ ( 1 -6 ) 

-f££ 6. 7;P3dfv;HWi, i:ia-fb£ft ( l 

-2) io-ft^j d-3) fcfwjrafcBaMcfffc-j 

ifc*«T*6. »fc*lfc«WHfca* ( 1-7) tt. » 

[0 0 5 33 < 1 - 5 ) J: "J-ffc^ft < 1 - 7 ) 

*>RJ6] *3SfHfc£tt ( 1 - 7 ) fctfteft ( 1 - 5 ) 



\ 



(1-7) 



OOR 7 
(CH&-M-0 
(1-6) 

OR 9 

(1-9) 

«k 0 Siat S i fc t> T & £ . TA^JHBi . IMt^fa 
( 1 - 1 ) X OflSdft ( 1 - 3 ) fctWSttfcPMKdr 
«rdik*«Tr#*. »4>*ute«MHfc£ft (1-7) 

fc') fcJ:i34«l»S-t-SC:i:* J, r-^S. 
[00 543 (1-7) i'O-fc&ft (1-8) 

*»B^t^j ( i -8 ) 14-ft^tJj ( 1 - 7 ) 
g^StiNE*. T5>ia (NHR'R 5 ) fcE05Si*: 
hZbiZ£*)W8£?&Zb#X'Z&. T$>mtlX 
tt. 81*7^-7, ^f-A'TS^, xf-^TS^fc* 

LTl-5i*. *F4L<ttl~2S*«v>*. 

m : hypx^. *^vv%k^mimkfcmm ■, mt 

x— r;P. f-h^b Kn^y&h'cOX-T^l/g ; 
U{4*^ff^ -?-ix^^#a*?tJ4S^LTffiffl-r 

izb&?*t. %&m.i±ox:-^mim8imL£X'v> 

jfS^iaS. L<{42 0 <, C-8 0'C. RJS^Sli. 
0. 5 f^fm— 4 8fiFfa. ff^L<{40. 5-1 2«fS 
T'$>4. f#^7t:*f|Hm^!l ( 1-8) {4. &tt<7^ 

[00553 [•ft'dft (1-8) iOft'dft (1-9) 
<50^C] *%mt£%H ( 1 - 9 ) {4Yt^3 ( 1 -8 ) 

-3) A0fc£W(l-4) ft#«Stfei:H«fc:fi*3 
»^*ite«HBfl:^lli ( 1 - 9) 14. & 



K 



(10) 



^¥9-95482 



OR 6 



c?t conr4 

V^(CH2) n - 



Q— L 



M-Q' 



[00561 EOfo£3 
[-(fcl 1] 

OR 6 

/^~V^CONR 4 R s 
^-^" s (CH 2 ) n -M-Q 



(2-1 ) 



(1-8) 



{SfflfiirllSII] 

[00 57] Q' . LT-*$fX^Noyy®-?fc LT 

[00583 [fc**(2-l) iO-ft^J ( 1-8) 
WKJS] *%(5Hfci=rfij ( 1 - 8 ) fi. 3SS3r»K <S 
£<0#£T. fl^tl (2-1 ) fc-fb-^ftl (Q-L) bK 
fcZik&zblzSi'OW&t&Zttf-eZh. iti&n (Q 
-L) bLXii. Q' ^nyyJS^^ XJ-CB 

^■^^A^rtWtf^ix. Q' !ds*t^. X 2 "C*S 

J&sftj^-^oyytryv'y. x«-cg&$*uti- 

(2-1) fc*fLTl~3^». #*U<I41~1. 5 



a (PL ^utthuw, rti^y^A, &m+h 

^A&fc* ) &fc**«Ptf£>*U Zti^ti&ii ( 2 - 1 ) 



OH OH 

/^pcooR' NJl^llL f^vO 0 ' 



*isF%b'zm-r&zbtf?$h. Rjisiasti. -2 

-5 0X:. RJS$I3«. 0. 5 l^ra~4 8^ #4 

l < i± o . 5 ~ i o^tj>s . mhixr&myfc&to 

(1-8) {±. &*H<9¥&(0t ^n^b^??*-. 
If i: ) t i. *) Mmmth i t S . 

[0059] #KJStf)limfc LXm^ktl&fc&fa ( 2 
-1 ) ££-£"T&, & (2) : 

[fl:i 2] 

r ? 
(ST 

(2 ) 

[00601^(2) -C^bSixS-fk^Jtt. f&f^ss 
M2<7)IS ( a ) 4fc«;iM2Safi0«3<DI!I ( a ) ~ 

( d ) izmwrbmb mm^umx-mtt^ z b a*-e§ 

[006 1] K*S5$4 
[ftl 3] 



(1-S) 



ONR^fl 5 
(CH^n -M-Q 
(1-1 0) 



OK 



OR 6 

ONR^ 5 

{CH2>n -M-Q 

(1-8) 




CONR*R 5 
(CH^ n -M-Q 

(1-11) 



[5W»» WUilwtEfclBIKig] 

[0062] ( 1 - 5 ) J: D-ft^fel ( 1 - 1 

0 ) WKffi] *%HJft-^8 (1-10) tift£* ( 1 - 
5) C % 31^^+. 7*5 >1S (NHR'R 5 ) £R|5 

z-tt&zbizxr) m&th z b tfx-z h . rsy&fco 

»Si, ±fEft^ (1-7) i Vib&m ( 1 -8 ) £ 



-fC^l ( 1 - 1 0 ) li. &»0>^& (01 ?n-7h/5 
7 4 - . HtSAQ: i: ) K «fc 0 #SSftS?-r S C: i: 

[0062] [-ft£!ft ( 1 - 1 0 ) «t O-fk-^% (1-1 
1 ) ^RIE] *^k-&% (1-11) li-ffc#B) ( 1 - 

io) jas^^, s^^T-s-ttio^r 
^dt^T^-s. jgs-fWi. xte-ft^o ( i - 1 ) 



(11) 



*F9-95482 



ft** ( i - 2 ) *®&umtmmz?f%o z ttfx-% 

i>. »S>*lfc*WDIft*ft ( 1 - 1 1 ) |4, &*n<9#& 

tar**. 

[00 6 3] [ft** (1-11) i ( 1 - 

8 ) <0RJ£] #*5Jft** (1-8) iift** (1-1 

Wgt&zttfX'ZZ. tao^/ww*. .LiSft** 

(1-2) 19ft** (1-3) «***JfekPWW=ff 
3> . flfc;hjfc*3HHft** ( 1 - 8 ) 

OR 0 
/^V-COOH 
(CH^-M-Q Vitrei 



CHV, 



[0 064] [ft** (1-10) 10ft**(l- 
8) <3RiS] #SStpjft** (1-8) teft** (1-1 

0) xsftttgik T/Wfn^w-*ckfc:±>)W8 

t- 6 i fc <> T* S . . ±1 5ft** ( 1 - 

1 ) J: Oft** ( 1 - 3 ) *#4*ifefcR«cf?5r3 £ 
fc* 1 ?**. f§^ftfc#?£BJ!ft** ( 1 - 8) li. 4MB 

[0065] KfSaS5 
[ftl4] 

OR 0 



(CHAi-M-Q 



(?) 



(1-1 2) 



(1-7) 



[0066] [ft**(7> 19ft**(l-12)<0 
RJE] #2&BJ!ft** ( 1 - 1 2 ) »i. J . Am. Che 
m. Soc. , 83 27 5 5 (1961) tfXfir&fcft 

v\ jt3&ggE4'. tS«c7)#ftT. ft*-* < 7 ) fcft* 

*tf6*ift. knurl - 2 ox&bwamssui.* 

X'commi&m. #t L<li0~5 0r. RJSfifrati. 

0. 5BWB-4 8BMB. #*L<ttl-^10BfflBT* 

6. #fcii*:**5ift** ( 1 - 1 2 ) £*W>#« 

jHv^ftsft** (7) (4. msmmi. 2. 3 tie 

A. *f£ft^Fy^A7^$-?A&££fl^vcg7C-f 

[0 0 6 7] [ft** (1-12)1 Dft** ( 1 - 
7 ) CDRJS] *ft9Jft£* ( 1 - 7 ) 14. 93%»tt 
SSaffiOT. ft*fe (1-12) fcxx-f/Mfct 



)VmtLX\t. 8ft* JMLXf-JK 3>7ft>f- 
/k ttftxf*. #iftx?-/k H^ftxf^ftiraw 

v'x^trf #w tw. ztit>*\tsm (1-1 

2) t*fLTl~5Sfi. ff*L<iil~23*JBv* 

S'F, tu^y, Fyxf-^rs^t') . 

(flL rt&ft^F'J^A. ^BKfc^'J^A. UfflH-FU 

{4. ylf/H-f/l'^ f b5t F'o^l'&fc'OX- 
r;Hli;r-bFy, 2 -T^yvfcifO^-FVja ; F^ 

-y.Xf-rt'jivl^TS F ; ^^/WX^^f^F^i:*^ 

jiffiiaK^-ccoas^iae. »*i,<t4o~8o , c. k 

JSSraii. 0. 5 ^S~48^S. ff^L<(±0. 5 
~1 OI^HlT-ftS. tf tfutft^ < 1 - 7 ) tt» 4MB 
co#S(W. ?BSftflr.if) fciO 

ftHllHK-iii:*^**. 

[0068] g|^6_ 

[ftl5] 



COOH 



Qfl 6 
'COCl 

(CH2)n - M - Q 



Or 



NHR 



OR 6 

1*1 Or'CONR^R 5 



< 1 - I 2) 



(8) 



(CHa),, -M-Q 
(1-8) 



[*k =g-tE#(iiinefci5]sa] 

[007 1] [ft^h ( 1-1 2) J: Oft** (8) <0 

ft** ( 8 ) &ft** (i-i2)*. 



MM>. ffllSftriifcfciOiBW*^^:* 1 ^**. 
*ftli. ±fiBft** (3)1 Oft** ( 4 ) *t#5^ffi 
HWcff & a £ fc 36^T'§ h . # feftfcft** ( 8 ) 



(12) 



&giFF9-9 54 8 2 



[00 7 2] (8) «t o-ft-^j ( 1-8) <m. 

m *$mc&h < i -8 ) mtism ( 8 ) as* 

7*5 yiS ( NHR 4 R 6 ) tBStiikKJ:") 

* (1-7) .fcO-ftte* (1-8) 

ff =Sr o i bWX'Z £ . »&fufc*WJHfc£» ( 1 - 8 ) 

[0073] 
[ftl6] 



(CH^-M-Q 
(?) 



* M° oor7 

V-^ICHzJn - M - Q 



(1-5) 



[0074] (7) J:»Hfcd» < 1-5) <T>R 

J6] ( 1 -5 ) li. ^1^3-1 7 0 5 2 

vxm&stw -»* (7) t^siiift^nife^ry 
v^rybieyyfcWiL. *v^^y-**jJ:V« 

BPSriforo h ^tta£ttTtt£*l ( 1 - 5 ) &K&f 
*. »fctofc**JHfc&» ( 1 - 5 ) ii. 

[0075] ( l ) |4. 

-e^a^, mum. ^ta^. h 

i^nrjj^ *b\ TV, 

if. %*vm2JML «*.b\ tt*, yy 

«J:l^±^6*i-*«i«(BtStL-C«l!rCJb4. *» 

Wt^JilttC:. -i *\it>*>fiffi (Pyricularia oryza 
e) % **5tfS#!8 (Rhizoctonia solani) . J**?ob' 
LZJfM (Erysiphe graminis) . dfjLV'J 5 bA,ZJfa 
Si (Sphaerotheca fuliginea) „ ?J<.n r> 
(Erysiphe cichoracearum) „ AW v ggEwft (Phyl 
ophthora infestans) „ a 1 ) 'J^kSlSf (Pseudopero 
nosporacubensis) „ ? 4 XKbUffl (Peronospora man 
shurica) . ^Kv^kJpffi (Plasaopara viticola) „ 



h&^imim. fwmvm&jvm® (Botrytis c 

inerea) » df- jlV yiSiffi^S (Pythium aphanidermat 
um) , -etf, &fcJaV«>fl8$m (Sclerotinia 

sclerotiorum) „ ^2, /hS. MfilnLj:. fflfc£M<r> 
(Corticium rolfsii) „ A^fTO^ (Pseudoc 
ercosporella herpotrichoides) „ xyy^g§tfj}i 
(Puccinia coronata) LT3a#$r!£ffiiStt£ 

*wj\wt-£<m ( i ) (ijuK. ttcAS 



[0076] j; itt&Qs ( 1 ) 

wmn^mm. wm. mtfab-Lxymt&fr. 

fcttfhoa?. &£Bffil0)JHH«>:taL 
WimttlBHaiMIL Mitf. SOT, *W»J. ?\M. 

■S«1IIIWH(«iBr. #BvSttSik im ^ao. 

[0077] @*<offl*. ttziifhrnimit lxh. 

». »Stt£BSaE) . i«6»^ii«»®(^i.{f . SS. 

Aionraitt©*. tt±(WiHf. 
•jy. ^>-h^>f h. a±). ^^&J:t^iiMMt€i 

iar. y >kt yi-")A , B5gsr>-*-7A. 

Hffi-fb^S)^:i:* s l!)S. 
[0078] ^BS1±9l<7)i5!li: LT«4. T;Pdf;WSEi!x 

—tv. ^yxf-v-y^yn— ;Wx-r;K ^fiT/Pn- 

tsXXfmr&ZWWftxIxh, £%$lbLXtt. pap 
Hyro tr;p y ^&&s-£!ii) , yyMbVfis itiv 

(tcp). x^Mft. ^-®«tt^a. hk 
sgatJii^-e^x^x/Ms^tf btiz. ±ieo^t 

t tiitwm b ma? lx ffiffl-r s ^ t & . 

[0079] -JR(c. JJEWHIi. ^ >: 5r< k fc 1 8^)* 



* 



?&9§c7)H&£ ( I ) X'3kZtlZ>tt.iS®£ . 1-9 5SM. 
%. fttL<\t. 2.0-8 0M%#tf. Z.tlt=<m 

B J<Oit-fk^!I. #7 1 g~5 k g/'V? if t L< 

tt. Og~l 00 0g/^^-;US: x 3»g|i, & 

1— 5,00 Op pm. #2L<(i. iftl 0-1,0 0 0 
[0080] 

[HS60!] WT. 018601 mm&ivwm&KLx 

S$il.6t><0-e{±^\ HffiW+tCta® Lit 1 H - N M 
R(CDCl 3 )ffili % 2 7 0MHzT«l5tU l?PO 

T\-?Xi-)Hs7>i:f*t&mmbLX8m 
(ppm) T«b*:. IS-g-JSR (J) ttHzTWEL 
fc. t-*"K sO-fift. dlilM. tlJHlg. 
qliDSKL mJi£ft». br siiH/Kv^-M^S-E* 

coo8i] mmmi 

2- [3- (2, 5-iSX*)V7x.;*i'*+)V) -2 
-f-x~;H -2-* h^>—N-^f-;PT-fehT$ h* 

(a) 2- [3- ( 2, 5-^f^7xy^>f 
;P) - 2 -f-x^;H - 2 - b Ko* v-pg^f-yl^ 
J£ 

2- ( 3-7o^fA<-2-f-x^/l/) -2-jT^V 

ftBt* fvl/ 1 • 0 0 g £7-1: h- h\)tU2 0 m 1 

U ^iWJ'7A524mgi: 2, 5 -*;^y-/l^4 

fln*&i£cf-/PTlftiii U W«®££E*ffijg-7- h 'J »7A 

3 m 1 L . *&T*9i?'ft:*'7*t- b 'J >7ix 7 2 m 

gSriDi.. OXrcsitfgiW^U:. RiSiKK 1 NigK& 
Ml. HWxf7l/C«ttBU fi&fn&&*-effifrUfc. W 

£>fl*:S&£ n -^'ty/im^^im^X^U i) 

[3- (2, 5-v^f-;P7xy^f^f-;u) -2-f- 

X-;H -2-hKn^f^K^f-^2 7 0mgS:?fitt 

1 H-NMR (CDC 1 3 ) Sppm:2.19 (3H, s) . 
2.33 (3H, s) , 3.58 (1H, d, J=5.5) , 3.78 (3H, 
s) , 5.05 (1H, d, J=11.6) , 5.10 (1H. d, J=ll. 
6) , 5.60 (1H, d. J=5.5) . 6.72 (2H, d, J=7.3) , 
7.04 (1H. d, J=7.3) , 7.11 (1H, d, J=4.9) , 7.28 
(1H, d, J=4.9) . 

[0082] (b) 2- [3- (2, 5-V*W7 

-2-f-xr.;P] -2-^Y^^Wk 

2- [3- (2, 5- : JX+)V7x.y*is*+)l>) -2 
-f-x~;U] -2-t h'ndf^g|g^f-;l^2 7 0mg5r 



3) !|$gSFF9-9 54 8 2 

N, N-S^f-n-jjvl-ATS K0.5m l (dSWU 3 
>>^^3 7 5mg&SD^, O-CTS^MaatfUv:. 
RJSSfStw. *&T6 0%*S*ft7-hy'7A3 5mgtf 
h7bKD77V0.5ml SrJni.. 0 XTC 1 B$fSJW¥ 

U:. KiSfS^&snt. ^xf-^x-x^rttaj l . 

31IUf£**^-fhy^ATie*iU J§&£S*L 
fc. #£ftfc^£n-^-»f>/^I?xf-/U£Evvc 

(02- [3- (2, 5-v.Xf7P7xy3f j^f-zl^) - 
2-f-x^P] -2-*h*>#It><f-16 0mg£it& 

» H-NMR (CDC1 3 ) Sppm:2.19 (3H. s) , 
2.33 (3H, s) , 3.44 (3H. s) , 3.75 (3H, s) , 5.04 

(1H, d, J=11.6) , 5.22 (1H, s) . 5.12 (lH.d, J=l 
1.6) , 6.69-6.74 (2H, m) , 7.04 (1H, d, J=7.3) , 
7.12 (1H, d, J=5.5) , 7.31 (1H, d, J=5.5). 

[0083] (c) 2- [3- (2, 5- : JX+)V7 
iy^^f/H -2-f-X^/U] - 2-* h^fv—N 
-^f-yPT-fe br$ H (SEF. ft.&m^8 ) (D&fS. 
2- [3- (2. S-^fVl^x/^-i^f-^) -2 
-f-x^/P] -2-^h^f^Pi!^f-/P6 0mg£^^ 
y-;H.2mltgfl?U AQ'Kt^lVTS.y-X? 

;-)vmm2 9mM]\Lm&x'2timmLtz. mm 

£©*U n-^-^y/f^xf-z^fflV^-C^U*^' 
/W5A?D7h/77^--e»S!U BW$&K92- 
[3- (2, S-i^f-zl^xydfi^fvP) -2-f- 
x-yH h^f ^-N-^f;I/T-fehT5 H5 2 
mg^atU#t. (Bl^8 5-86r) 

1 H-NMR (CDC 1 3 ) 5ppm : 2.19 (3H, s) , 
2.32 (3H, s) , 2.84 (3H, d, J=4.9) , 3.43 (3H. 

s) , 5.05 (1H, d, J=11.6) , 5.06 (1H, s) , 5.23 (1 
H, d, J=11.6) , 6.69 (1H, d, J=7.3) , 6.73 (1H, br 
s) , 6.77 (1H, s) . 7.02 (1H. d, J=7.3) , 7.12 (1 
H, d, J=5.1) , 7.26 (1H, d, J=7.3) . 

[0084] mm2 

2 - [3 - (4-^na-a-^f/Kyy'Jf^TS 
Jtt$/*+M -2-f-x^yP] -2-^h^f^-N 
-*f-;P7-feh7$h* (fIF. fc&m^ 1 5 ) 

(a) 2- (3-7'a^f;P-2-f-x^;U) -2 
— b Ko3f isW&X f-;UcO^-(S. 
2- (3-/Dt/f^-2-fx^) -2-tJ-^V 
Sti^f;H.4 0g^^y-/H4raH«L, 

^T^b^^sgf- h u *r a 1 0 1 m g t joi , or 

»GKft:iN<BR*jni. ftSxf- 

h y ^ATsaiu ««^«*u s«mi^2- (3 

- yo^^ f 2 - f X ~ ) -2-b Fodr^i^ 

*f-;n . 3 0 g tmmat txfttz. 

1 H-NMR (CDC 1 3 ) S ppm: 3.57 (1H, d, J= 
4.8) , 3.84 (3H, s) , 4.52 (1H, d, J=10.9) , 4.63 
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(1H, d. J=10.9) , 5.53 (1H. d. J=4.8) , 7.04 (1H, 

d, J=4.9) . 7.26 (1H, d, J=4.9) . 

[0085] -(b) 2- <3-7'o*j»<f-;l/-2— f- 
X~;U) -2- (fb7tHoe7>-2-^f;m 
is) »BLXtVK9£j£ 

2- (3-7u^*1-)V-2-l-x.-i\>) -2-bFn 
*>#it*?7H . 3 0 8i^t^^y2 6 m l fcjg 
fiSU 3, 4->-*t h*n-2H-t^y2. 1 OgfctT 
'Jyyp-Wl^xyx;Ns>'S2 5 lmgfcfln*.. 4 0 

-2- (rh5bHot5y-2-> fA^SO 

f;n.i0g ZWffltit LXWz. 

1 H — NMR (CDC 1 3) tfppm : 1.45-1.96 (6H, 
m) , 3.47-3.59 (2H. m) , 3.75 (3H, d. J=3.1) , 3.8 
8-3.93 (1H, m) , 4.56-4.68 (2H, a) , 5.62 (1H. d, 
J=10.4) , 7.05 (1H, d, J=4.9) , 7.28 (1H. d. J=4. 
9) . 

[0086] (c) 2- [3- (4-?no-a-> 
f;Kyyjfyr$y^^y^f/H -2-fi- 
;W] - 2 -b Ko* isW&*1->i><ry&tfi. 

2- (3-7u±*^)l>-2-^=~)V) -2- (fh 
7bKohf7>—2— UVttis) »BS*?-/H. 1 0 
g£T-feh.=.hy/P2 2m HCjgflfU 4-?no7-fe 
h:7xyy:t*j'A5 3 5mgfc£ag&8 6 9mg£Jn 

ii 2i^ia(n8sijigEL^. *»»fc%jMU 

U *tS>*lfcEJ£>fi£»£.X ^4 m 1 fclg^U 
p-h/I^x^^yg?— ^K^i8mg&jD^> 4 0"C 

*Lfc. ^*ut^£n-^^y/BI«x^£ffl 

!fe<02- [3- (4-;nn-a-/f/K>'y | Jf>' 
TS/^y^f/l') -2-f-x^/H -2-b Kn^f 

5 m g £ttfftbfc LTfffc. 
1 H — NMR (CDC 1 3 ) Sppm:2.22 (3H. s) , 
3.78 (3H, s) , 4.20 (1H, d. J=4.9) , 5.25 (2H, 
s) , 5.61 (1H, d. J=4.9) . 7.08 (1H. d, J=5.5) . 
7.25 (1H, d, J=5.5) , 7.32 (2H, d, J=*.6) , 7.55 
(2H, d. J=8.6) . 

[0087] (d)2-[3-(4-;oD-a-^f 
/Kyi/'Uf^7S/^^f;H -2-fx^] 

-2-* h*>>m&* j )-)i' (^f. ^vm^r 2 ) <r>G 

2- [3- (4-?DO-a-^fjKyy | JfV7S 

-2-fx^] -2-tKn^yi 
lfcXf-;P8 5mg£N, N-^f-^^TS K3. 



4) ^^9-95482 
2mlt»BU a^-ftX^/H 0 2mgSrJni.0 1 CT' 

5 #fgii# t . KJS&K*#T 6 0 h U -7 

AlOmgtf h7t Ko75^1.6ml SriD^OX: 
57-f-"CfM!U gfi^^)2- [3- (4-?no- 

a-^f-^yyurvrsy^r^f^^) -2-f- 

xz;H -2-^ b^^»S^f-;U2 lmgSrift^li: 

'H— NMR (CDC 1 3 ) Sppra: 2.21 (3H, s) , 
3.42 (3H, s) , 3.75 (3H. s) , 5.21 (1H, d, J=10. 
9) , 5.30 (1H, s) , 5.33 (1H, d, J=10.9) , 7.08 (1 
H, d, J=4.9) , 7.28 (1H, d, J=4.9) , 7.33 (2H, d, 
J=8.5) , 7.58 (2H, d, J=8.5) . 
[0088] (e) 2- [3- (4-^oo-a-^ 
^/K^'JT^rsy^^^) -2-fxz 
)V\ -2-^b^f^-N-^^r-bhTS K (^F. 
it&m^ 1 5 ) <7)£3L 

2 - [3- (4-^DD-«-/f/Ky-/' l Jfy7i 
Jif^ls*^) -2-f-X— ;!✓] -2~* h^is&M 
^21rag5:^^/-/l'0.8ml|cMU 4 0 

%*^j-)vr 5 9 J-tvm. 18m g £ mz-W&x 
2mmtmitz« mmz%£L. n-^ty/pix 

§8U SW%^)2- [3- (4-?on-«->f;K 

y^*UT>'rs>'3r^f^f-/i') -2-^-x-yu] -2 

bdf^-N-^f-^T-fehTS H 1 6mgi&?S1^ 

l H — NMR (CDC 1 3 ) 5ppm: 2.21 (3H. s) , 
2.82 (3H. d, J=4.9) , 3.38 (3H, s) , 5.15 (1H, 
s) . 5.21 (1H, d, J=12.8) . 5.42 (1H, d, J=12. 
8) . 6.73 (1H, brs) , 7.08 (1H, d. J=5.5) , 7.24 

(1H, d, J=5.5) , 7.32 (2H. d, J=8.6) , 7.57 (2H, 
d, J=8.6) . 

[0089] HS60J3 

2- [3- ( 5-?nn-3-HJ7/M-nb:y^>- 
2-4)V**i/*^-lV) -2-fx^;H -2-X h^r 

^-N-^f-^r-febrs v (^f. fl:^*^ 1 4 ) 

(a) 2- (3-r-bb^f^f-/l^-2-f-x^;l/) 
- 2 Vli*p:^-/KD-&j£ 
2- (3-m*^f-rt'-2-f-x^) -2-**V 
H«x?-/H.0 0g2:N, N-5tt*JH|yk&75 F 
lOmiefflKU PiWf , J'7A4 2 3mg$rSDi6 0 

T>vxm, i . man £*s*$ffi8:>- f u * a-css® t . 

S*£**U:. ^A.ii^aa^n-'vdf-^y/gtSx 



< 
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»U SmW02- (3-T-fehJf^f-/l^-2-^x 
-/M -2-^VifflSxf-;U7 0 0mg5r?#|^!ii:L 

1 H — NMR (CDC 1 3 ) Sppm:1.43 (3H, t. J= 
7.3) , 2.18 (3H, s) , 4.42 <2H, q, J=7.3) , 5.51 
(2H. s) , 7.22 (1H, d, J=4.9) . 7.74 (1H, d, J=4. 
9) . 

[00901(b) 2- (3-T-fehdf^f-^-2 
-^x.-A ) - 2 - h Hndf xi^xf-^co^ 
2- (3-T-bhdf^f-;U-2-f-x-;P) -2-* 
* 0 0 m g Jx? 7 m 1 £Mf& 
U TfC&TTkSft^fSH- h U *7 A 5 2 m g 5- JDX. . 0 
rT3 0#iaj»¥U:. KlSiKKlNigSgfcJlJX.. »H 

{3-T*h*i/X*)V-2-^-)V) -2-bKQ 
^v-PSSXf-^6 9 OmgSrJftKtlfc LTflfc. 
1 H — NMR (CDC 1 3 ) Sppra : 1.27 (3H, t, J= 
7.3) , 2.12 (3H, s) , 3.76 (1H, brs) . 4.22-4.36 

(2H. m) , 5.12 (1H, d, J=10.4) . 5.23 (lH.d, J=l 
0.4) , 5.59 (1H, s) , 7.02 (1H, d. J=4.9) . 7.25 

(1H. d. J=4.9) . 

[0091] (c) 2- (3-T^Y^^)V-2 
-J-X.-JU) -2-^h^^PKxf-;K0^^ 
2- ( 3-T-bb= J E-^f-/U-2-^-x^;I/) -2-h 
H ndf isW@Xj-)V 6 9 0 m g £ N , N - So* f-A-*^ 
F6ml(CjHffU 3*74L*^H - 2 0 gZM 
lO'CXSftmimfi:. SJE?£tC*&T6 0%*l?HI: 
rhM;^A109mgtT'b9t Ko75^0. 6m 1 
iMi OX:Xim^ m&Xl Oi$|gjH¥L*:. 

m*n -^^-y/sm^i-^m^x^vAyj^y 

■th*i/Xm-2-J-x.=.n,) -2-^h=Sf-vPi!X 

1 H — NMR (CDC 1 3 ) Sppm:1.27 (3H, t, J= 
7.3) , 2.10 (3H, s) , 3.51 (3H, s) , 4.20-4.31 (2 
H, n) , 5.19 (1H, s) , 5.10 (1H. d, J=10.4) . 5.22 

(1H, d. J=10.4) . 7.01 (1H, d, J=4.9) , 7.25 (1H, 

d. J=4.9) . 

[00923 (d) 2- <3-tKn*5ot*-jP-2 
-f-x~A<) -2-^b=3f^-N-^f-;UT-fehT5H 

2- ( 3-T-feh^^f-;l/-2— f-x^/l/) -2-.X 
h*i/g£S?X^-/l/ 36mg^?;-;Hml (CjffjR 

U 4 0%^f-;PT5>—p<^y-;^?S5 lmgfcfln 

i4 0-CT2^aB¥L^. i§*g£®*U n-'v** 
y/mWt^^i fflV 'J # 7A?n7h/5 
yj-vmmL, SW%<02- (3-t Kn#^f;P 



-2-fl-iH -2-* ^v—N-^f-^T-fehT 
5K2 5mg SrilMtffe i: LXnti . 
•H — NMR (CDC1 3 ) Sppra: 2.85 (3H, d, J= 
4.9) . 3.50 (3H, s) . 4.61-4.79 (3H, m) , 5.18 (1 
H, s) , 6.92 (1H. brs) , 7.01 (1H, d, J=4.9) , 7.2 
4 (1H, d, J=4.9) . 

[0093] (e) 2-[3-(5-?nn-3-h 
X-;U] -2-^hdf^-N-^^r-fehT5K (H 

f, itsmm^ 1 4 ) ffy&fo 

2- ( 3 - h F n3f 2 -f-X - ;U ) -2-^ 

h^-N-^f-fl-T-febTS K2 5mg£N, N-v 
^W>^A7 5H5ml Cjgfl? L . 'J *7 A 2 4 
mgfc2, 5 - ^od - 3 - h 'J 7^n^f 'J 
v'y2 9mg$:Jni.9 0X:T2Bf^ffL7t. RJCfSfc 
lN^KSrJni.. ^x^x-TVl/TMitfi U fi&fttftg 

f-^s-fflv vc 5, y a drivA yAfv-rhy^yj -xn 

KU B&IWD2- [3- (5-?nn-3-b'J7^ 
*o tryi'V- 2 ->f/kt4fj'.rf - 2 - f 

;P] -2-^bdf^-N-^^r-fehTS b'2 lmg 

&&mk txmz 

'H-NMR (CDC l 3 ) Jppm: 2.85 (3H, d. J= 
4.9) , 3.45 (3H, s) , 5.23 (1H, s) . 5.46 (1H, d, 
J=12.8) , 5.72 (1H, d. J=12.8) , 6.76 (lH.brs) , 
7.11 (1H, d, J=5.1) , 7.22 (1H, d, J=5.1) , 7.83 

(1H, d, J=2.4) , 8.24 (1H, d, J=2.4) . 

[0094] m&SM4 

2- [3- 14-9UU7 x.S*isX+n,) -2-0 

rs k (^k. fc&ib*?i ) 

(a) 2- (3-X*J\s-2-OV (b) fl- 
S'ft;T;l'S-^A3.60gSr-hn>^y20m 

«S?U 3 -^t/Ky/ ( b ) f*7x y 4 . 0 g t 

M^/M^'J^. 4 0 g 1 0 WF 

Tarrtfc. asr&i o-cthsbl situmm 
fata** n y/m&zw£M v »t x y * y 

)Vi}7J±7vr?h7y7 1-X-nmL. &Wll<r>2- 
( 3 2 -^y V ( b ) fx_;P ) - 2 

. 7 0 gzmvmt ixm:. 

1 H-NMR (CDC 1 3 ) ffppm: 2.79 (3H, s) , 
4.00 (3H, s) , 7.43-7.58 (2H, m) , 7.85-7.95 ( 2H, 
m) . 

[0095] (b) 2- (3-yo^f-;P-2-< 

y>/ ( b ) +X.=.)V) - 2 -ttvwm*1-)i>c0'&i8. 

2- (3-^)V-2~^yV (b) f-xzi/U) -2- 
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tf^VBK**/^. 7 0 gfcOHfy 5 Om 1 Icjgff 
U N-7*n*£li<i*f $ Y2. 1 0gi:2. 2' - 
TVt'X^ V7f-o^HJ;Pl8 9mg£;!ra;L, 3^ 

/77>f-t«S8U Bim<?)2- (3 -TO**** 

(b) f-x - ;p ) -2-^ypib<f-/i/ 

2.3 0gSr«FK*ttTff^. 
1 H — NMR (CDC 1 3 ) 5ppm : 4.01 (3H, s) , 
5.19 (2H, s) , 7.52-7.66 (21, m) , 7.93 (1H, d. J= 
7.9) , 8.06 <1H, d, J=7.9) . 
[00961(c) 2- [3- (4-?OD7j^ 
-sti-fr) -2-<yV ( b ) fl^] -2-:*3fy 

2 - ( 3-7*nt>f;P- 2 -"OV ( b ) ^-)V) 

- 2 ypltrff-^ i . o o g £r-fe h u;i-2 

Om 1 fcJgjgU WJW441mgtp-?nD 
7x/-Wl 2mg£iD*.. ^aT'2BS^L^. 

sie?st*^in^. Biix^-cttajL. WHS**** 
m^y^-esatiu ^s-e*L^. 

^n^H^y-f-TfitKU Sm»cr>2- [3- 

(4-^oo7xyjf>'^f-;i^) -2-iyy (b ) 

X-/1,] -2-5fdfy»S^^4 2 3mg&?ftK^fc 

1 H — NMR (CDC 1 3 ) »ppm : 3.87 (3H, s) , 
5.64 (2H, s) , 6.93 (2H, d. J=9.1) , 7.25 (2H, d. 
J=9.1) , 7.45-7.59 (2H, m) , 7.91 (1H, d, J=7. 
9) . 8.13 (1H, d, J=7.9) . 

[0097] (d) 2- [3- (4-^007xydf 
-2-<yV ( b ) f-X-;W] -N-yf-;l/ 
-2-**VT*hT $ K <0-&f£ 
2- [3- (4-?nn7iy^fy^fW 
y* ( b ) f-xr.;U] - 2 -:t*y»l?.X^-/W3 0 0 m g 
Sry^y-zl^m lfcSgJSU 4 0%y^-/W$>'-y 
^y-^^Sl 2 9mg2rjDxSfflT'2lSf^^L^. 

U n -^f-9-y/gH8x^£JBvvc I/ 'J 
#^#7A?nvh^7 4--t1MSU Be»<7)2 

- [3- (4-?nn7iy^y^f;P) -2-0"/ 

(b) f-x^p] -N-^f-^-2-^yr-fehrs 

K2 7 2nigS'?4*^fcLT#Jt. 

1 H — NMR (CDC 1 3 ) Jppm : 2.98 (2H, d, J= 

5.5) , 5.76 (2H, s) , 6.94 (2H. d, J=9.1) , 7.22 

(2H, d, J=9.1) . 7.32 (1H, brs) , 7.41-7.57 (2H, 
m) , 7.92 (1H, d, J=7.9) , 8.18 (1H, d, J=7.9) . 

[0098] (e) 2-[3-(4-;do7i^ 
ist'jrlV) - 2 -<yy* ( b ) f-x-/U] - 2 -b Ho 
dfv'-N-.X^T-fehTS Hc^jg 
2- [3- (4-^DD7i^^f/H -2-<> 

y*(b)^-x^] -N-^f-^-2-^-^yr-bhr 
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SK272mg^^y-^9ml(;^L, *&T* 
*^*>7^h'J»7A14mgS-jDi.. 0rT5#IS8i 

wit:. RmmiziNtmztinz.. wm^^xana 

ATH3iU SMHNfU BW%c02- [3 - (4- 
^on7x/=3f^^;l') -2-^/(b)fxr. 
;P] -2-bb'a^>—N-y?-;P7-bH7$F260 

'H — NMR (CDC l 3 ) dppm : 2.81 (3H. d, J= 
4.9) , 4.52 (1H, brs) , 5.22 (1H, d, J=10.9) , 5.3 
8 (1H, d ( J=10.9) , 5.57 (1H, s) , 6.94 <2H. d, J= 
9.1) . 7.29-7.45 ( 5H, m) , 7.73-7.86 (2H, a) . 
[0099] (f) 2- [3- (4-?DD7xyJf 
zsXI-Jl') - 2 -KyV ( b ) ^-X-;l^] - 2 -y 

2- [3- (4-?DD7x^y^f/K -2-Ky 
y* (b) f-X-^] -2-bHndf>— N-^f-^T-b 
hT$F2 5 0mg£JI<fllX^U:>-5mlfci§»U & 
•ftf-^f-^ 8 2 m g fc N , N - S^'y f-zl^vP AT SKI 

%hKJmm:X? ;-)VAm. 1 fcig*>U 28%-^h 

y «7 Ay h * ^ i« - ^ ? j-)vmm 1 3 3 m g £ Jni. % 

y/im^^m^-z ^ y # ^7a?d7 r- ^7 

Bm®cr)2- [3 - (4-?nD7i 

y^y^/P) -2-^.yy (b) f-x^p] -2-* 

h^-N-yf-yl/r-b hTS H4 5m g LT 
(^i 1 9 6-1 9 7'C) 

1 H — NMR (CDC 1 3 ) Jppm : 2.84 (3H, d, J= 
4.9) , 3.45 (3H, s) , 5.20 (1H. s) , 5.27 (1H, d, 
J=11.6) , 5.48 (1H, d, J=11.6) . 6.89 (lH.brs) , 
6.97 (2H, d, J=9.1) , 7.23-7.42 ( 4H, m) . 7.78-7.8 
3 (2H. m) . 
[O1OO]HS601J5 

2- [4- (2. 5-^f/P7x^^f;H -2 

-7x-;P-5-f7V!i;W -2-y h^f>— N-y 

(a) 2-[4 - (2, 5-Wf^7xy^f 

;W-2-7x-;i/-5-f-7 , /y;i'] -N-yf-;u- 

y^y-;U20m 1 t4- (2, 5-y7fyl/7x^ 

i^y - 2 -7x^- 5 -^-ry*-;^;^yi? 

y ^-;H . 7 3 g i:8>5fcK*I&fb& U «7A 0 . 5 0 g £Jn 
3 07>^JIgft3iS[L7t. SJ£?gt*S:JD^. ^'xf- 
;Ux-^Ti5t^. *Jl£BStttLTi^x^Tlfi 
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£S£U Ema<F>4- (2, 5-y7fyl-7x/^y 
*^lV) - 2 - 7i-;P- 5 -^TY-lVtilV#>m 1 . 
5 7g£l£,F B fcl,Tf§rt:. .Icoi . 5 7 g&x h^t F 
□ 77y2 0ml(;iS»U JS-ffr?-*-;K).6 6g£ 

- ^ ddi? > 5 m l i>«ktM?-;K y ^r- H 0 . 

57g$-JPt. 6 0TC-C3^Jffi¥L^. KEigtelN 
)S15mUrthy5ml *M£. $^>^60 < CT2 

;^7A?D7h/77 -f-TfSSSU gfi*fl$J«D2- 
[4- (2, 5-yW7i/^^fyW-2-7 

1- ;U-5-f-TVU;W] -N-*f-;P-2-:**yT 
-fe r-7 $ F 0 . 7 3 g £?8M£: LTfffc. 

1 H — NMR (CDC 1 3 ) Sppm : 2.24 (3H. s) . 
2.32 <3H. s) , 2.99 (3H, d, J=5.5) . 5.56 (2H, 
s) , 6.71 (1H, d, J=7.3) , 6.83 (1H, s) , 7.03 (1 
H, d, J=7.3) , 7.36 (1H, brs) . 7.43-7.54 (3H, 
m) . 8.09-8.12 (2H. m) . 

[OlOi] <b) 2- [4- (2, 5-i?X+tV7 

-2-7x.-iv-5-^-tyvivi - 

2- b h'adfv— N-^/UT-fehTS Y<T>-&)iSL 
X?/-;H OmlC, 2- [4- (2, 5~V^lV 
7x.J*is* i~lV) - 2 - 7 x -IV- 5 - f-T V* U AO 
-N-^f-;P-2-^yr-fehT5 K0.73g^I 
8¥UR#Ts **-fC*'7^- HJ >7A 0 . 0 4 g £ Mi. 

[4- (2, 5- : J^lV7x./^>'^i-lV) -2-7 

^T-b F7SF0.77g £jlM£|iJfc LT#fc. 
1 H — NMR (CDC 1 3 ) Jppm :2.17 (3H, s) , 
2.32 (3H, s) . 2.74 (3H, d, J=4.9) , 4.88 (1H, br 
s) , 5.25 (1H, d, J=11.6) , 5.35 (1H. d, J=ll. 
6) . 5.56 (1H, s) , 6.59 (1H, brs) . 6.75 (1H, d, 
J=7.3) , 6.94 (1H, s) , 7.03 (1H, d, J=7.3) , 7.39 
-7.42 (3H, m) , 7.86-7.90 ( 2H, m) . 
[0102] (c) 2-?nn-2- [4- (2, 5 
-Wf;l'7xy^y^f;l') -2-7i-/l'-5-f 
TYVlV] -N-;><^7*-feF7$F<9£-{£ 
-fh7bFn75y9m 2- [4 - (2, 5~ : J 
X*j-)V7 x J '^1/ *^IV) -2-7 x.—fV-5-f-TV 
OlV] -2-hFodf^-N-^f-;l/r-bhr5 HO- 
77g. &ttt-)VO. 30gfc«ktfN, N-^f- 
yWwPATS F 1 mZMz.. 3 O^JnUfeSigt^. R 



-2- [4- (2, 5-Wf;P7iyJfy^f;H - 
2-7 x.— IV- 5 -+TYVIV1 -N-^/l/T-feFT 
5 HO. 3 0 g £?fM#l%fc LT^fc. 
'H — NMR (CDC 1 3 ) Jppm : 2.12 (3H, s) . 
2.31 (3H. s) . 2.81 (3H. d, J=5.0) , 5.31 (1H, 
s) , 5.32 (1H, s) , 6.10 (1H, s) , 6.64 (1H, br 
s) , 6.71 (1H, d ( J=7.9) , 6.83 (1H, s) , 7.02 (1 
H. d, J=7.3) . 7.36-7.46 (3H, m) , 7.89-7.96 (2H, 
m) . 

[0103] (d) 2- [4- (2. 5-=J^IV7 
x.S5-is*1-)V) - 2-7x.-lV-5-^-TY0lVl - 
2-*b*is-N-*1-lV7*zh75. F (HG, 

X?J->V8m l C2-?DD-2- [4- (2. 5- 
Wf^7x^y^f*) -2-7x.-)V-5-1-T 
WlVl -N-^^T-fehT5H0.30gt 28% 

1- hV*?J±X h*i'] i -*f;—JVm8i0.7 2 g£jD 
x.. 6 0-C-C1. 5^fH«^L^. JxJBiSfcicfcJni., 

y/m&x.^iv^m\^x -/v* yivji v&fu-tyr? 

W$m<r>2 - [4 - (2. 
^7iy^^f;H - 2 - 7 x-/U- 5 -fTV'J 
;P] -2-^H^fv— N-^f-zPT-fehTS MOmg 
HSAfc: LT#fc. 
(ffi^C 1 66-167X:) 

'H — NMR (CDCl 3 ) Sppm : 1.97 (3H, s) , 
2.26 (3H, s) , 2.61 (3H. d, J=4.9) , 3.20 (3H, 
s) , 4.15 (1H. d, J=9.1) , 4.35 (1H, d, J=9.1) , 
5.84 (1H, brs) . 6.33 (1H. s) , 6.58 (1H. s) , 6.6 
2 (1H, d, J=7.9) , 6.90 (1H, d, J=7.3) , 7.41-7.57 

(3H, n) , 7.91-8.00 (2H. m) . 

[O1O4]H)560«6 

2- [4- (4-?no-«-^f/Kyy | Jf>7$ 
SttzsX+IV) -2-7 X.-IV- 5 -^TV^lV\ - 
2-*h*is-N-jt^lVT-bhT$V (^G. fc^fD 

(a) 2- [4- (4-?nn-a-^f;Kyyy 
TyTSSttist+lV) -2-7X.-IV-5-+TV 
U/H -N-*1-)V-2-**V7-bbT$. V<?>&& 
*?;-lV20mHZ4- (4-?DD-«->f;K 
> ; JV ; ry7$Stti'*^lV) -2-7x.-lV-5- 
*h7V-)ViiiVXVW.X1-}V 1 . 7 9 g ktittfomik 
#y»7A0.44 gZMz.. 2$fffihffiM8&lK. R® 
mz*Z1mi.. iSxj-iVx-T-iVXi&fflk. *Jf £SHx 

^»7ATie*ll^ $§«£©*U 4- (4-?DD-a 
-^f/Kyy'UfVTSy^y^f^) -2-7i 
5 -f-ry*-;U^;^yS! 1 • 5 8 g£&Hi£: L 



(18) 



#gW 1 9-9 54 8 2 



Xftfz. u<01.58g^fh7tb*n75>'20ml 
mrf~*-)UO. 58gfcN, N-^f-;l^ 
*;pat$ Kl Stein*.. lBHS&QifeSaU:. 

0Trt'2.5l$|g«#LJt. RJEi8£lNfig!5ml fc 
^h^yy^-Tmmt. 3m3<02- [4- (4- 

7 p n - « - x y x >T 5 / f)V ) 

-2-7i-;P-5- f-TVy/t-] 

V T-fe h T S K 0 . 4 1 g Sril&lEBJ t LT %tz . 
1 H — NMR (CDC 1 3 ) 5 ppm : 2.30 (3H, s) , 
3.00 (3H, d, J=4.9) , 5.74 (2H, s) , 7.30-7.60 (8 
H, m) , 8.05-8.12 (2H, m) . 
[0105] (b) 2-[4-(4-?00-a-^ 

-5— f-rVU/P] -2-t Hn^-N->f-/kT-fe: 

x^y-;n Om 1 2- [4- (4-?on-a- 
^f-^y^'JT^TSy^df^^) -2-7i- 
;l/-5-f-TVU;P] -N-^f-;U-2-^yr-feh 
T 5 H 0 . 4 1 g t „ *#T*#'ffc*'7*?- h U 
-7A0.0 2g£;!ra*.3 0#fg8H¥ m\<?>*.mt 

U m&£13£LX2- [4- (4-?DO-a-^f 

5— f-TVUA'] -2-bKodfv—N-^^r-bb 
7*5 HO. 3 0 g fcifcKftl: LT#Jt. 

1 H — NMR (CDC 1 3 ) Jppm :2.25 (3H, s) , 
2.51 <3H, d, J=4.9) , 5.27 (1H, d, J=3.1) , 5.35 

(2H, d,J=5.5) . 5.57 (1H, d, J=3.1) , 6.81 (1H, b 
rs) , 7.31-7.46 (7H, m) , 7.87-7.91 (2H. m) . 

[0106] (c) 2- [4- (4-?DO-a-^ 
f;Kyy'!jf>'rSy^y>f/l') -2-7x-/W 
-5— f-TVU;P] -2-jt h*^-N-*f-;PT-fch 

Th7tKo77y5mll:. 2- [4- (4-^DO 
-fl-^f^y'JfyrSy^^f/H -2- 
7xr.;b-5-f-rVU;H -2-bHoJf^-N-^ 
f-^T-fe hT5 F 0 . 3 0 g . mctt-)\>0 . 1 0 gfc 
£VN , N—i/X 7 S H 1 j&£ Jn £ , 1 BSfS 

SfflTflHf U:. KJS?&£iU8U ^?/-^8m 1 k 

2 'J >7A^ is H -> :?/-/l«0 . 6 8 
gSrflDi., giST'3i$fg«# Lfc. Jni.. 



7-f-TltSi?U SWfec02- [4- (4-^OQ-a 
-^•f-;l^<.>'>'''JT r >'T5y^-df^f-;P) -2-7x 
x/t<- 5-f-TVy/H -2-*\-*is-K-X+)VT 
-fehTSKO.l 2g£gh&i:LT#*:. (It^ 11 

1- 11 2'C) 

1 H — NMR (CDC 1 3 ) ffppm : 2.23 (3H, s) , 
2.78 (3H, d, J=4.9) , 3.36 (3H, s) , 5.29 (1H, 
s) . 5.38 (1H, d, J=12.8) , 5.55 (1H, d, J=12. 
2) , 6.74 (1H, brs) , 7.31 (2H. d, J=8.5) , 7.36- 
7.53 (3H, m) . 7.56 (2H, d, J=8.6) . 7.88-7.94 (2 
H, m) . 

[oi 07] mmm 

2- [4- (4-?DD-a-^f/Kyy'Jf>'7S 
ytt-sX^t-As) -2-7i-^-5-f7VJyl'] - 
2-^h^f^-N-^^;H-^-r-bhTSK <^G, it 

3) (fr&tfL 

h;Wxy5mUC, 2- [4- (4-?OD-a->f 

;Kyy'jfy7sy^y^^) -2-71-/I'- 

-2-* Mfi'-N-.X -^T-fehT 
SH3 3mgto-y>ie!ll 5mg$rJni.. 80*C-C 

3*mm itz. Bu&m&wmbxmi&ZHikL. m 
tixmrnz *£<fk> ^ ^/»&x?-/p£ffl^-t ^ y * y 

y^7A?D7h^77-l--C'iiL, BW!|*I02- 

[4- (4-?Dn-«-^Kyy'Jfy7S^ 

df^^) -2-71^-5- f-rvy/p] -2- 

^hdfv—N-^f-^f^r-fehTS F6mg£iiM£f$j 

1 H — NMR (CDCI3) £ppm: 2.25 (3H, s) , 
3.18 (3H, d, J=4.9) , 3.38 (3H, s) . 5.41 (1H, d, 
J=12.2) . 5.68 (1H, d, J=12.8) . 5.68 (lH.s) . 7.3 
2 (2H, d, J=8.5) , 7.36-7.52 ( 3H, m) , 7.57 (2H. 
d, J=9.1) , 7.90-7.93 ( 2H. m) . 8.62 (1H, brs) . 
[ 0 1 0 8 ] Hft01J8 

2- [4- (4-^oo-o-^f/Kyy'!Jf>7i 
S**i/X1-Jl>) -2-?x—)V-5-**WV>V~\ 
-2-Xh^^-N-X^JVT-^hTS. V (^H. ib£ 
»-^6) CO-^JS 

(a) 2-[4-(4-?on-a-^f;Kyy | J 
f>7Sy^y^f^) -2-7x-;H5-m 
Vy;H -N-^f-;U-2-^Vr-fehT5K(^^ 
^<^y-/U2 0m l £4- (4-?nn-a-^f-;K 
y^U7 f >'7 , 5>'*'¥i'^f-;P) -2-7x^-5- 

vca y o . 8 9 g zmt . 3 o^-ssmsaassLfc, 

iHtt: LT P&x^TH&iti Lfc . ^18® ^46*B5St7 
^^AT'iaiL. j§«£S£U 4- (4-?do 
- o -^f /KVy I) fy7 S y ^^f y/f /l-) -2- 
7i-;P- 5 -jj-^V-z^^^yKS . 0 5 g 
VmtLX%fz. ,I<03.05gJf h7tHD77y 
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1 5m Hzmmt. <M:f-:*-/H . 4 7 g fc N , N- 

v**mmw»t s h i mztnz. . i ^nunifiasK l 

fc. RfSS?S£i8ffiU y?-;M V^T-H 1 . 0 1 g 
Oral hT-fehyiOml Ztiaz.. § ^>fc6 0"C-C2^p 

tffl$j<9 2- [4- (4-?on-«-^f;KVy'Jf 
yT$Sttis*J->U) -2-7x.-)U-5-ttW 
-N-^f-;P-2-^yT-fehr5H0.32 

1 H-NMR (CDC 1 3 ) Jppm : 2.24 (3H, s) , 
2.97 (3H. d, J=4.9) . 5.60 <2H, s) , 7.07 (1H, br 
s) , 7.29 (2H. d, J=8.6) , 7.45-7.57 ( 5H, m) , 8.1 
9-8.23 (2H, n) . 

[0109] (b) 2-[4-(4-?DO-a-^ 
-5-tt^/V)V\ -2-bKodf>—N-^^r 

2- [4- (4-^Dn-a-^fjKyy'JfyrS 

-N-^f-;l^-2-^yr-fehT5K0.3 2g^ 
Jmitttm- Y U 1 5mg£Jn;c.3 

*5A?o-7h^77 <-Z-nmt. aW93jC52- [4 

xi-iv) -2-7i-;P-5-5r#-ty*>J;H -2-h 

Hndf >— N f-zPT-fe b T S H 0 . 2 7 g ^JfittlBl 

'H-NMR (CDC 1 3 ) ffppm:2.27 (3H. s) , 
2.36 (3H. d, J=4.9) , 4.37 (1H. d, J=4.3) , 4.83 

(1H, d, J=4.3) , 5.18 (2H, s) . 6.53 (1H, brs) , 
7.34-7.48 ( 7H. m) . 8.00-8.04 (2H, m) . 

[0110] (c) 2- [4- (4-?DD-a-^ 
+Art.yWfVT$Stt$/*+fr) -2-7x-)U 
-5-^-9-yj;H -2-^h^^-N-^f-^T-b 

fb7tFn77^5mlC, 2- [4- (4-?do 

-a-^f-^yi/u-fyrsyjrdf-^^) -2- 

7i-/H 5 - Jfdrlfy 'J/H -2-bHndf^-N- 
y?7l/7'-feh7SK0.2 7g, Jg^f-JT-Zl/0. 1 2g 
fcitfN, N-^^-;^;^T5h'ljg$:Jni., 1B§ 
latMRSSKLfc. Rje?KSriKfilL. X?S->U8m 1 t 



-f-TfitSSU SW^2- [4- (4-?ao-a- 

;U-5-j1-^WJ;H -2-y b^-N-yf-rt'T 
-bbTSFO.l lg*ISfti:LT»fe. (HA 11 

1- 11 2'C) 

'H-NMR (CDC 1 3 ) Jppm : 2.23 (3H, s) , 
2.85 (3H, d, J=4.9) , 3.35 (3H. s) . 5.02 (1H. 
s) , 5.22 (1H, d, J=12.8) , 5.31 (1H, d, J=12. 
8) , 6.87 (1H, brs) , 7.32 (2H, d, J=8.5) , 7.42- 
7.44 (3H, m) . 7.57 (2H. d, J=8.5> . 8.02-8.05 (2 
H, m) . 

[oiin mm9 

2- [4- (4-?no-a-*^/l^yv^:*3fW 
$yyf-/i-) -2-7x-;l/-5- U IV ] -2 

-f-1 2) <9-£j£ 

(a) 4 - (4-?nn-o.-^f^y/l'^>' 

>f 5 yyf-;u) - 2 -7i-;p- 5 -^-ty-zi^A- 

5 -tt+r-f—ii'tijvxymx.i-ivi: 1 . 7 3 g t mm 

bFn^/l/r$>0.7 6g£in;u ltiflUtiKaBE 
dix(c4-^on-a-^f-;i^<y^;i/yn'j b'1.4 

9g, y 172*1.9 6 gi3J:tfN. N-^y^/i/ 

fc/WUTS HlOml ital. 8 0°CC2 4^®J^L 

( 4 -?dd-« -^f^^wt w s yy f- 

;P) - 2 - 7 x-^- 5 - ttW-)Vii >VX>mx.+ 
;H . 3 5 g&»*^i: LT#Jt. 
'H-NMR (CDC 1 3 ) Jppm: 1.43 (3H, t, J= 
7.0) , 1.63 (3H, d, J=6.7) . 4.45 (2H. q. J=7. 
0) , 5.55 (1H, q, J=6.7) , 7.33 (4H, s) . 7.43-7.5 
5 (3H, m) , 8.17-8.20 (2H, m) , 8.67 (1H, s) . 
[0112] (b) 2- [4- (4-^ao-a-y 
f/Ky^WHSy^f;!') -2-7x-;P-5 

-tt-r/VM -N-yf-;u-2-3r^yr-febrs 

y^y-;H2mifc, 4- (4-yoo-a-yf-^ 
^yi/^ixisA syyf-;u) -2-7x-/i^-5-^ 
*W-)\>i])Vi£>&3-+)\, l . 3 5 g hWm&WL 
*U>7i».0.3 6 gSrSDt. 3 O^OJpSiJligLTt. R 



< 



s"W»Tsatu fs&£&±uc. n^ixtemmrh 

7tKD77>10mlT-«)!IL. Sftf-^^O . 6 
1st ^frt^^AT 5 b* 1 igfcin* . 6 0*CT3 0 

7m 1 i:^^;WV^r-H0.42g$rJn/.. 
6 O'CT'l 9HIHHB¥Ufc. RflSfc: 1 NJgfig5m 1 1 

[4- (4-^DD-a-^f;K>y;^WS/ 

yf7i^) -2-7i^;p-5-^-4f-9-vy^] -N-y 

-7-/l<-2-:**y7-fchT$ K0.2 6g£ji:f#i!!li:U 

1 H — NMR (CDC 1 3 ) dppm : 1.63 (3H, d, J= 
6.7) . 3.00 (3H, d, J=5.5) , 5.56 (1H. q, J=6. 
7) , 7.16 (1H, brs) , 7.34 (4H, s) , 7.45-7.66 (3 

H, n) , 8.23-8.26 ( 2H, m) , 8.90 (1H. s) . 
[0113] (c) 2- [4- (4-?UO-a-y 

f;Ky^^fi"fsy^f;i') -2-y x.->V-5 

-^t/'JyH -2-tYu*is-H-X*f-)\,T±.Y 

X^y— )V5m 1 fSWrhyt. Kn77>-5m 1 fc, 
2- [4- (4-^oo-a-^f-;l^y^;^dfW 
Syy-f-ZlO -2-7 x.-)\s-5-**yr-/V)V\ -N 
-y^/l"- 2 - jT^t V T-fe h 75 F 0 . 2 6 g £j§fl?L 
*#T. h 'J *7A 1 2 m g ^Jn^. 2 0# 

rasa* Lfc . mknfomit* vmi- h y >7 a £fnrc# 

A?D7h/57 <-TW!U Btt4tt>2- [4- 

( 4 - ? on- a -x+iv^yitivtt i/A 5 y y?- 

)V) -2-~73.-)V-5-**W))V~\ — 2 — b Ko 
N-y^T-fchTS HO. 1 5g2r?4«tli:L 
T#/i. ( 1 : 1 O^r^-f^V-ii^j) 
1 H — NMR (CDC 1 3 ) 5ppm : 1.56, 1.59 (3H, 
2xd. J=6.7) . 2.39,2.69 <3H. 2xd, J=4.9) . 4.63, 
5.35 (1H, 2xd, J=6.7) , 4.90, 5.08 (1H, 2xd, J=6. 
7) , 5.19-5.28 (1H, m) , 6.32, 6.55 (1H, 2xbrs) , 
7.27-7.66 ( 7H,m) , 7.95-7.99 ( 2H, m) , 8.21, 8.26 
(1H, 2xs) . 

[0114] (d) 2- [4- (4-^oo-a-y 
■?jK>iS)\s** is4 5 J y f-/l/ ) - 2 - 7 x -)V - 5 

-3tdf-9-y*U;H -2-y h=*>— N-y^/i/r-fehr 

5 H (^H, it^Vm^ 1 2 ) <D^j£ 

I. 2-y?oni^y5m 1 IZ^ 2- [4- (4-? 
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on-^-yfvl^y^t^WSyy^-yU) -2- 
7x-;l^~ 5-^-^yU;U] -2-hKD^fy-N- 
y^A<7-te}-7iK0.15g (1 : 1 <r>VTX=fVis 
. *g-ft;f-*-^6 5mgfeJ:l^N. N-^* 
y f;^A7 5 F 1 ?g£ Ini . 6 0 °CT 3 0 7>IU»¥ 
L£. KJ&ff&MtU y^y-;P5ml i:28%7-h 
U *7^* h * v H 9 S->mmo . 2 1 g ZMt % 

®*U ^ftfcSSfc&fl^l^/il^XTVl^ffl 

6^602- [4- (4-?on-a-*f-;l^y^7M- 
Syy^/l-) - 2 - 7i^- 5 tr/ U 
-2-y J^^-N-y^/UT-t t-TS F4 Omg 
l/C#fc. (1 : l<Dz/TXrl'*~?-m& 

%3) 

1 H — NMR (CDC 1 3 ) 5ppm: 1.57, 1.60 (3H, 
2xd, J=4.3) , 2.83,2.90 ( 3H, 2xd, J=4.9) , 3.12, 
3.34 (3H, 2xs) , 5.02, 5.09 (1H, 2xs) , 5.29-5.39 
(1H, m) . 6.76. 6.87 (1H, 2xbrs) , 7.29-7.45 (7H, 
m) , 7.99-8.04 ( 2H, m) , 8.17, 8.20 (1H, 2xs) . 
[O115]HS60«1O 

2- [2- (3. 5-^*y^7xy^f^) -3-b*U 
*JAS\ -2-^Ki/-N-^f;P7th7Sb' <fl 

J . lk&Vn&*? l ) <Dia& 

(a) 2- [2- (3. 5-v'yf-/l/7xydf>-) - 

3- try^VH -N-y^;u-2 -^yr-tbrs h 
2- (3, s-^'y^/^xydrx) - 3 - 1 y 

/^yK2 .4 3 g^ hJVX.y3 Om 1 C^P»L, 
Tmttt -)V 1.3 0ztiS:TfK, N-i/y f-^^/P 
AT5H2Jgi&Jni., 6 0"Cn^a^L)t. ^KSr 
1, 2-y7aDl^>15mll:SSU^ 

f-/wy>-r^K82 0mg?rjnt. eo^-c-^f 

Lfv!„ KiS?St2NigK2 0ml . T-th^l 5ml 2: 

sd^.. $<9fc2^sa#L:t. w.®mz*ztot^ it*. 

f-;Px— fyl'-ifgxf/l- (1:1) Tttai&. 

-th&u mmtr>2- [2- (3, 5-i/y^7 

xy^fx) -3-f y -N-yf-;w-2-^y 

22-123*0 

1 H— NMR (CDC 1 3 ) 5ppm: 2.32 (6H. s) , 
2.95 (3H, d. J=5.5) . 6.80 (3H, brs) , 6.86 (1H, 
s) , 7.08 (1H, dd, J=7.3, 4.9) . 8.14 (lH.dd, J=7. 
3, 2.4) , 8.32 (1H, dd, J=4.9, 2.4) . 
[0116] (b) 2- [2- (3, 5-V*W7 
xy^fv-) -3-b*U^] -2-bHodf-v-N-y 
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2- [2- (3, 5-^f-;l^7x/*v) -3-e»J 
l J)V] -N-^f-;P-2-^-^yr-fehT5h*1.44 

****-hy*>Al 1 2mg£Jn;t. 3 0#S«j¥U 
RJ£?S{=2Nigi!S:lini.. PSx^-cttftL*:. 

ttwafirt-cBK* l , £*s*8£i?:r h y * a tie 

P$x?-;P£ffl^-C 'JXry/P* 5A?D7h/57 -f 
-THS8U aW%W2- [2 - (3, 5-^f-;P7 

^/P7-b r-75 H 1 • 3 0 g LTf#fc. 
1 H-NMR (CDC1 3 ) ffppra :2.34 (6H, s) , 
2.85 (3H, d, J=4.9) , 4.30 (1H, d, J=5.5) , 5.45 
(1H, d, J=5.5) , 6.68 (1H, brs) . 6.74 (3H,br 
s) , 6.89 (1H, s) , 7.06 (1H, dd, J=7.3, 4.9) . 7. 
90 (1H, dd, J=7.3,1.8) . 8.11 (1H, dd, J=4.9. 1. 
8) . 

[0117] (c) 2-7PO-2- [2- (3. 5 
T-fehTS KS>£* 

2- [2- (3, 5-Wfy|/7xy^y) -3-tf'J 
- 2 -b Fndf ^-N-.X^l'T-fe NT 5 H 1 . 0 
5g£l, 2-it?nuJi?y9mHzWmi. 
Wcf*-)\> 0 . 5 6 g fc «k U<N , N - f-;P*^A 

r$h*2jg&ja^., eoxrciisraefus. 

*U @Wft<7)2-?oo-2- [2- (3, 5-io< 
f7P7x>Mf^) -3-tTU^;P] -N-^f-^T-feh 
75 K 1 . 1 2 gfctSAfc LT^„ 
(St^C 115-116^C) 

1 H-NMR (CDC 1 3 ) Jppm :2.32 (6H, s) , 
2.93 (3H, d, J=4.9) , 5.71 (1H, s) , 6.75 (2H, 
s) , 6.86 (2H. brs) , 7.05 (1H, dd, J=7.3, 4.9) , 
7.76 (1H, dd, J=7.3, 1.8) , 8.14 (1H, dd, J=4.9, 
1.8) . 

[0 118] (d) 2- [2- (3, S-*J*W7 

/PT-fe NTS K (3IJ . ft£MPH ) C0^)S 
2-^00-2- [2- (3, 5-^f-;P7xy^r 
v) -3-ty^>] -N-^^T-fehT5 K3 9 3 
mg^^/^emltiiU 28%^hy>A^ 
h^^H-^^y-/^ffil.4 4gS:JPt. 6 0rT* 

y/W Kxf-;P5r fflv vts^y # 5A;o7h/7 
7-f--t1SS!U BW%02-[2-(3, 5-^^- 
;l/7x/dfy) -3-h*U^>] -2-.* r-dfv- N- 
^f-^T-fehTS K2 8 0mg£J£H,fc LT#fc. 
(&£ 13 1-1 32*0 



'H-NMR (CDC l 3 ) Sppm:2.31 (6H, s) , 
2.89 (3H, d. J=6.5) , 3.44 (3H, s) . 5.05 (1H, 
s) , 6.75 (2H, s) , 6.82 <2H, brs) , 6.99 (1H, dd. 
J=7.3, 4.9) , 7.65 (1H, dd. J=7.3, 1.8) , 8.13 (1 
H. dd. J=4.9. 1.8) . 

\o\\9\mm\ 1 

2-^Ndf^-N-^f-;P-2- [5- {2-*+)V7 
x/^-y^fA') - 1 -7x-/l/-4-tf7V-f/l/] 7 
■fe hT 5 h* (* I . ^-^#^-2 ) tf>£|£ 
(a) 5 -rnt^f^- 1 -7x-/H4-t7/ 

5 1 - 7 x 4 - VyY-jutuUtfym 

x^ 1 . 3 0 g ^^y4fy 5 m 1 fcjgjgu N - 7*0 

*£li<»-f 5h'1.78g. 2, 2' -TVb'^-fy 
7*f-o.=. h y ;1^8 2 m g „ ^>-yM /l^/M"^ ^ V 1 6 
2mgS:jDt. 4B#|»&I8£L*:. iS&£® 
SUfaiLfcl&fl.SriFlXLT, ^xf-^x-^T^ 
Ltz. mt>tifi:Fm£mffiL, n-^t>/yif;l, 
x— f7l/£ fflv vt i' y # y A 9 r- ?y 7 -f - 
ttlL. Blfflaco 5 -7u^xj-)V-i -yx.—iv- 
4 - \:yV-)Vi}fri&ymx-*-)V 1 . 5 2 g SrJftK^t 

1 H-NMR (CDC 1 3 ) Jppra: 1.48 (3H, t, J= 
7.3) . 4.39 (2H. q, J=7.3) , 4.73 (2H. s) , 7.51- 
7.67 (5H, m) , 8.08 (1H, s) . 
[0120] (b) 5- (2-^f-/1^7x/4f^f- 
fr) - 1 -7x-;U- 4 -\ZyV—)Vi])Vi£vmz&)\' 

5-7*nt/fyl.-i-7x —)l> - 4 - My 
jKy&Xf-ZU 1 . 5 2 g £7* h 'J /1/9 m 1 iZfflR 
U o-?VV-)V5 3 lmg, »)!)^A679m 
g£fllI;L. SffiT'-^aaf bfc. »E?0Etc*&JnL ^' 
x^x-x/l'T'ttiiiL*:. «tSUf*t&W^iS*T^ 
L, ilTlc^SH-Ny^ATieSIL^ ^^©*L 
fc. #^*T.JtSa£Sr n -A.df^y/^xf-ypx— r/l^S- 
ffl V > T 'J fj Y)V1t y A ^ n v N ^7 7 -f - T-ffif® L . 
gW$5<95- (2-^f;k7x/^f^) -1-7 
x-^-4 -t^y-y^/P^yllxf/H . 6 4 g£ 
M^tLT^Tt. m& 6 7-68X:) 
'H-NMR (CDC 1 3 ) ^ ppm : 1.28 (3H, t, J= 
7.3) , 2.06 (3H, s) , 4.33 (2H, q, J=7.3) , 5.32 
(2H, s) , 6.86-6.91 (2H, m) , 7.10-7.15 (2H, 
m) , 7.42-7.50 (3H, m) , 7.57-7.62 (2H, m) , 8.14 
(1H, s) . 

[0 121] (c) 5-(2-^fWx/^f 
)V) - 1 -7x-;U- 4-t7 V-lVij )Vif- >Wr>i;f8L 
5- (2.-Mr)Vyx.J*i/*y-)V) - \-yx.—)V- 
4 - \ZyV-)\sij)VXy®x3-)V 1.68gS:50%-S- 
fcl^-;H8rall»U 7KK^y7A385 
mgSrJni, 2B#|3jD?ajia[L3t„ ^^y-^Srg*L 
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*£Jn;tTs'*x^x-7WC-&frLfc. *Jt£ 

Wft<7)5- (2-p<f-;P7xyJf^f-;P) - 1 -7i 
4 - t^V-zMwUK^R 1 . 1 3 g Sr^St L 
Tff^o (ii£ 14 8- 14 9*0 
1 H-NMR (CDC 1 3 ) dppm : 2.06 (3H, s) , 
5.33 (2H, s) , 6.87-6.92 (2H, m) , 7.11-7.16 (2H, 
i) , 7.42-7.62 (5H, m) , 8.21 (1H, s) . 
[0122] (d) [5- (2--X 

/P] - 2 -ttVT-tbT 

5- (2-*^-)V7^J5ci/X^-)V) - 1 -7i-/|/- 
4-t5V-^*jK>«4 3 Omg£ WUxyJg&S 
m 1 fcfflBU *^TiS^3f-^0 . 1 8 gfc 
N. N-^f-7U*;l/AT5 H2}SS:Jnis 60*Ct*l 

■sswufc. i. 

2.5ml \,zmML. ^f;MVy7-M 0 4mg£ 

IniT. 6 orT'-&»#L*:. RfEiSfc 2 NJSig l 0 
ml. T-thyl 0ml fcfrit. 36£2lft3liKffLr 

BW^c7)N-^f-;U-2- [5 - (2-^f-;P 

7iyjf^f;i/) -i-7i^-4-t7/^f^] 

-2-^yT-febT5h*3 7 7mg^»^tfC^ 

i H-NMR (CDC 1 3 ) Sppm: 2.04 <3H, s) , 
2.95 (3H, d, J=5.5) , 5.33 (2H, s) . 6.86-6.93 (2 
H, m) , 7.11-7.17 (2H, m) , 7.45-7.49 (3H.m) , 7.5 
7-7.61 (2H. m) , 8.99 <1H, s) . 
[0123] (e) 2-bh'D^y-N-^f;l/-2 
- [5- (2-^f;l/7xy^y^f/H -l-7x- 

N-^^-2- [5- (2-^f^7x/^f 
•febTS K380mg^fh7b Ku7^y 1m 1 

o^r^-N-^f*;l/-2- [5- (2-^f/l/7x/^ 

- 1 -7x-/l/-4-tr7VW/I/] 
5H3 8 1mg*i#K»ifcLT»fc. 
1 H-NMR (CDC1 3 ) Sppm : 2-19 (3H, s) , 
2.83 (3H, d, J=4.8Hz) , 5.03 (1H, d, J=11.9) . 5.0 
6 (1H, d f J=11.9) , 5.16 (1H. s) , 6.31 (1H, br 



s) , 6.85 OH, d, J=7.9) , 6.96 (1H, t, J=7.3) , 
7.15 (1H, t, J=7.9) , 7.18 (1H. d, J=7.3) , 7.40- 
7.55 (5H, ■) , 7.75 (1H. s) . 
[0124] (f) 2-^oo-N-^f;I/-2- 
[5- (2--Xt^7xy*^f;P) -l-7x^ 

2-t Ho^rx-N-^^-2- [5- (2-*j~Jl 
y^J^l/t^V) - l-7x^l/-4-e7/-i^] 
7-bhTS H57 lmgil , 2-y?onx^y6m 
1 fc*»U *»T*fllf-*^0. 2 0 gfiit/N, 
N-^^;i/^AT5H2^Jfli. 2ftT2BflBK 

N-^c^;l/-2- [5- (2>-**)V7 

;u) -i-7x^-4-tr5V^/u] r-fehTSHs 

9 0mgfciWe»fcLTf*fc. 

1 H-NMR (CDC 1 3 ) Sppm : 2.19 (3H, s) , 

2.86 (3H, d, J=4.2) , 4.98 (1H, d, J=11.6) , 5.14 
(1H, d, J-11.6) , 5.54 (1H. s) , 6.75 (lH.brs) , 

6.81 (1H, d, J=7.9) , 6.92 (1H. t, J=7.3) , 7.15 
(1H, t, J=7.9) . 7.16 (1H, d, J=7.3) , 7.41-7.55 
(5H, m) . 7.79 (1H, s) . 

[0125] (g) 2-*h*x-N-*?7W-2- 
[5- (2-^W7x^^f/P) - 1 -7x^ 

2) 

2-^nn-N-^f;I/-2- [5- (2-^Wx 
J*is*^)V) - 1 -7x^-4-^7^/1/] T-b 

h7$K5 9 0mg£**y-A'6mlfcigjffU 28 
U^A* h^b*-*?/-/W§?8tl .44 g£ 

[5- (2-^f^7x/^y 
-l-7x-/P-4-e7/>f^] T-fehTS 
K3 7 5mg*ISfti:LT»fe. (MA 87-88 
ft C) 

i H-NMR (CDC l 3 ) £ppm : 2.16 (3H P s) , 
2.84 <3H. d. J=4.8) , 3.37 (3H, s) . 4.74 (1H. 
s) , 4.90 (1H, d, J=11.6) , 5.24 <1H, d, J=ll. 
6) , 6.80 (1H, brs) , 6.83-6.94 (2H, d) , 7.12-7.1 
7 (2H, m) , 7.39-7.54 (3H, n) , 7.55-7.59 ( 2H, 
n) , 7.68 (1H, s) . 
[0 1 26] ###11 

4- (2, 5-^Wxy*^t;H-2-7x 
( a ) 4 -*^h)V- 2-7x-;I/- 5 ~^TV-)Vi) 
X?;-)V40m 1 (,Z. f-^VXT^ K5.4 9 g. 
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2 - 9 u o T -fe MfS^ f7W 8 . 7 2 g & i 1/ iiffig? 0 . 
2 m 1 fcini^T^SaWf Ufc. RJfc»(c*Mn£. 

y/Wc* * V y Srffl v 5/ U # 5 A ? tr? h ^ 

- 5-f7^/WM^f^8 . 7 8 g £iffl£$J 

1 H-NMR (CDC 1 3 ) <?ppm:2.79 (3H, s) , 
3.89 (3H, s) , 7.40-7.50 (3H, m) , 7.90-8.00 (2H, 
m) . 

[0 12 7] (b) 4-7 r D^fyl/-2-7x-;l/ 

g*5i^2, 2' -rv-f yy^n-MI/^0.86g 

mtX*lsy*m^Xi'V#¥!l>XyJ±7x3~?h7J7 

5 -*TV-)V%}V#ym*+)Vl . 4 0 g 

i H-NMR (CDC1 3 ) Sppm :3.94 (3H, s) , 
4.99 (2H, s) , 7.44-7.52 (3H, m) , 7.97-7.99 (2H, 
id) . 

[0128] (c) 4- (2, 5-y^f/l^7xyJf 
- 2 - 71-^- 5 -f-TV'-^/l^yK 

T-feh-hi;;U2 0m 1 C4-yp^f/H2-7x 
-/P- 5 -^TV'Wl^Utfyg^fvU 1.56g, 
2. 5 - f ;I/7 x / 0 . 6 1 gfc ±^1* U 

^Ai.3 8g*iii. m&?-&tmL*:. zamiz 
*tmt* mt^^uyTttnat. immtrtekm? 

n-^vy/m&*isy%m^x>'V%y>i>$yj* 

7n7b^77^T'fiiL, SWft<04- (2, 5- 
f;P7x7^y^ f)V) -2-7 x.—)V-5-^T 
V-/MtiiVtfVlKi*+)V 1 . 7 3 g gftbttfefc LX% 
fc. 

1 H-NMR (CDC 1 3 ) Sppm:2.22 (3H, s) , 
2.32 (3H, s) , 3.90 (3H, s) . 5.51 (2H, s) , 6.69 

(1H, d, J=7.5) , 6.90 (1H, s) , 7.01 (1H, d, J=7. 
6) , 7.43-7.50 ( 3H, m) , 7.98-8.01 (2H, ■) . 

[0 12 9] ###J2 

4- (4-?PP-a-^f;Kyy»Jfy7Sy« 

-2-7x-yi/-5-f-rv-^^yK 

7-feh — MJ^2 Om l 4 - 7a 2 - 7 x 

5 -f-7ywu#;W*y»* W l.56g, 4 

-?DD7-bh7xyv^^0. 7 7gi>±l^& 



*U^1.38g**li. 2.5«SBW!SaSLfc. R 

*7A?D7h/77^-t1IIU aW%C7)4- (4 

-?vu-a-*^)\/<yi;y7yT 

)V) - 2 -7x-;p- 5 -f-rv^i^i^yK^fvi/ 

1.7 9gt»ttf||ktT»fc. 

1 H-NMR (CDC 1 3 ) Sppm : 2.26 (3H. s) , 
3.93 (3H, s) , 5.68 (2H, s) , 7.31 (2H, d, J=8. 
6) , 7.43-7.49 (3H f m) , 7.58 (2H, J=8.5) , 7.97- 
8.01 (2H, m) . 
[0 1 30] 

4- (4-?on-a-^f;IAyy'Jf>'7S/^ 
is**)V) - 2 - 7 x 5 - 1 ^ t/-; y 
S?xf^co<£j£ 

( a ) 4 2-7x^k- 5 -:**^/-^ 

#/^#yKx?vH?>&j£ 

h;^x>50ml(C. <yXT5 K6.06g. 2-? 

nnr-fe MH8x^8. 4 8 gfc itXp - b/Pxyx 
;u*yi!-*ftfeo. 1 gfclni. 2 

3^rasn^sg£L^o § ^zwmssz^mij V 5 . 

0 0 gSrjDi. 2 1 ^lahROBKL^. BS«[fc*tftl 

^^y/W^^\sy^Wb^Xisyi]Y)Vjjy2*9u^ 
h?774-X-mML. SW1^4-^f/P-2-7x 

5 -^^r^/-;W*;P^yS?xf-;i^8 . 3 4 g £ 

1 H-NMR (CDC 1 3 ) Sppm : 1.42 (3H. t, J= 
7.0) , 2.55 (3H, s) , 4.41 (2H, q, J=7.0) , 7.43- 
7.51 (3H, m) , 8.11-8.17 (2H, m) . 

[0 131] (b) 4 - 7'n^^f;l/- 2-7x-il/ 

mmt%M4 0m 1 (C. 4-W-2-7xZ/|.-5 
d rtV-/W^^ySxf 9 . 4 0 g , N-yo^E 
iJ±<K>f Sb*7.9 5gfcJ:tf2, 2' -TV-f 
f«n-bU;l/0.94g$:Jnt. 8^JPlSaig!EL^. 

n***/P- 2 - 7 xx;u- 5 

. 4 0 g S-SSSfc LTfWt. 
1 H-NMR (CDC 1 3 ) Sppm: 1.45 (3H, t, J= 
7.0) , 4.46 (2H, q, J=7.3) , 4.74 (2H, s) , 7.4fr- 
7.57 (3H, n) , 8.10-8.17 (2H. m) . 
[0132] (c) 4 - (4-?DD-a-^f;K 
yy'JfV7S/^^f;P) -2-7X-7U-5- 
**^/-fr#)l>#yM^JUcr>&fiL 
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T-bh-M»;P3 Om 1 t4-^n^f^-2-7i 
-tV-5-tt^f-)V1i)\,X>mx.^-}V3. lOg. 
4 - ? noT-fe I- 7 x 7 j/A 1 . 5 4 g fc it^c 
Btt'J'>A2.7 6g&;ta;l. 2. 5^JPf^ELJt. 

;PXf7A?n7h/77^--CBiL, aW*J<504- 
(4-?DD-«->f;Kyy'Jf>'75m^ 

-2-7x-/P-5-:t^V'wi^/M*>'S?x 

1 H-NMR (CDC 1 3 ) Sppm:1.43 (3H, t, J= 
7.3) , 2.25 (3H ( s) , 4.45 (2H. q, J=7.3) , 5.49 

(2H, s) , 7.31 (2H, d. J=9.2) , 7.44-7.55 ( 3H, 
m) , 7.58 (2H, d ( J=8.5) , 8.15-8.20 (2H. m) . 

[0133] ##0J4 

4 2 - 7x.—)V- 5 -J{5;*rV—)Vi])Vi& 

(a) 4 - y/ot^f 2 - 7 x-^- 5 - ^ 
WM$<M<5 Om 1 (C, 4->f^-2-7x^-5 

-**^/wl^A'jK>'IBxf-/i'8. 34g, N-^nt 
£I*<K4 SKI 4. 1 2giJ±tf2. 2' -TV-TV 
7-f-D^h'J;W0.8 3gSrJnt. 7B#ll»jlSitb 

- y 7"Dt^( f /U - 2 - 7 1 5 - ^^/-iVij 
)V&ymL^)V5 . 6 4 g £*S,P B fc LT^fc. 
1 H-NMR (CDC 1 3 ) 5ppra: 1.46 (3H, t, J= 
7.3) , 4.47 (2H, q, J=7.3) , 7.30 (1H, s) , 7.47- 
7.85 (3H, m) , 8.19-8.23 (2H, m) . 
[0 134] (b) 4-*^5^-2-7x-;V-5 
-ttW—j\,j> /M^Bix^/UO&jfc 
T-feh-MJ/I^ Om 1 4-^7*0^*^71—2- 

7x-*- 5 -J[**]rV-)\'i])V-$.y : mx&fr3 . 8 9 
gtmm5. 1 OgfcflOx.. 5B$|SJM!9I?£Lfc. ^ 

ffi v vc y U ij YiVi] 7 A ? n v ^ 7 7 4 --C*f 8 L , 

mm<nA —&)v\)v- 2-7x^-5-^ty- 

)V*})\,*ymm-)Vl . 7 3 g£}(Mtf3ji 
1 H-NMR (CDC 1 3 ) Jppm : 1.48 (3H, t, J= 
7.0) , 4.54 (2H, q. J=7.0) , 7.48-7.61 (3H. m) , 
8.21-8.25 (2H, m) , 10.51 (1H, s) . 
[0 1 3 5] ##035 

2- (3, 5-y^f^7x^y) -3-Wi/yij 



^?;-;HOml £*#T, 6 0 %*S-fL^ b V >7 A 
1.7 6g&%«£Mz., 5-y7»7x 
y-;P4 . 8 8 g £;< * /-/U2 0 m 1 Lfcfttif 

i/X +)VXl\s** i^H30m 1 U ""H vC 3 , 5 

-y^f;l'7x/-yl'7.32gt2-?Dn^3fy 
K3.16g£flD;u 1 6 O'CX'-WtnLti. RJESJS 
fc#Mm£. ^x^x—r^-gl^x?-^ (1:1) 
■CHMfcH*. *B£2NigirCpH4fcU flriiJL 

l^yT'B^^fb§*S-i:tJ: , 9B'^W2- (3, 5 

-y7f;P7x/^y) -3-ey>*y^#yi!3. 

3 6g^*gfti:LT#?t. 
(Rt£ 174-175*0 

1 H-NMR (DMSO-d 6 ) Jppm :2.35 (6H, 
s) . 6.78 (2H. s) , 6.92 (1H, s) , 7.29 (1H. dd. J 
=7.3, 4.9) . 8.31 (1H, dd, J=7.3, 1.8) , 8.35 (1H, 
dd, J=4.9, 1.8) . 

[0136] z&mifcmi , 2 , 3<7)&$tit&®u±. *s 

^¥6-184096 <Vfim£&\,yWktt> ZbtfT* 

[0137] ismmhmwizLxn t>ti&H&& 

( 1 ) X'&biiix&*WM£M<m r-CH (Ri ) 
-CZYj co»^LV^fS«5:^At N IT- <CH 2 ) 
n-M-Qj <0#£U«£flB~Efc*-3\ 
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